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<54) SPERMINE DERIVATIVE 

(57)Abstract: 

NEW MATERIAL.A spermine derivatieve shown by the formula I <R1 
and R2 are 4W14C alkyl, alkanoyl, alkoxycarbonyi, or 
alkylcarbamoyl) or its salt. 

EXAMPLE: N4,R8-Dioctanoylspermine dihydrochloride. 
USE: Showing antitumor activity and antimicrobial activity, useful 
as an antitumor agent and an antimicrobial agent. Since it has low 
toxicity, improved safety and wate solubility, it is advantageously 
useful as an injection. 

PREPARATION: For example, a compound shown by the formula II 
(one of R3 and R4 is H, and the other is protective group, or R3, 
R4 and neighboring N atom form phthalimido, or succinimide; R5 
and R6 are as shown for R3 and R4, respectively) is deprotected 
to give a compound shown by the formula I, or in another method, 
a compound shown by the formula III is reduced to give the 
compound shown by the formula I. 
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F < 2 . 972* . 1 0 . 8 S5«^)4«n 
$fiT2 . 5B*l»#*rL*:o fiJC«K*-ift 

j^^y ^/w**^* A^tK = /i/* A' 5 y ( 1.41 
? . JU«^)O^Mf( 1 2 ml ) m « * * 
JfcTJlQ Jt > JEKlSaiC-Cl 9«pW#J*L*:<. K*E 
&LK 5 *^ie*Ja^-C ^ a * * A^^tttii *T« 

L/tp ^ * ^ * ■* v .* 

4-1*9 *m 200*. »ttJ« : 

A* .1:2.5-^1:3 )1C-C**« 



g«J«ZJ(^^^^ ,I ^^>2 • 334* C HX* 
9 9.60) 3:4#A: 0 

X LCC ^U*^/^.^**^ 2 ^ A' . 

j ; 3 ) : Hf - 0 . 2 8 

HUB C 90MHz .CDCI3 + CDsOD) * : 0 .8 7 
(6H.t .CH 3 x2) .1 . 28<24H .e .CH 2 x12). 
1 .39-1 .90C8H,m.CH 2 x4) • 3 • 1 8 C6H , 
B ,CK t *Ex8>g5.08<4B.s .CK« 0x2) , 
7.20(4H.m.CHHx4) .7 . 3 0 < 1 OH . e . 
aromatic protons) 

I B CfiloJ-" 1 :3320, 2930 . 2855 . 
1705 . 1620. 1520 . 1 240 . 1 090 . 

923.7 80 

i) H * . H 8 - 9 + A'T S / — f» 

^^^5 ^ s> W f a ? ? <{ V 

&t<t&& ( 2 0 0 *$ > k 9 0 *m&t ( 2 0 in 
fcjjn*, J£>c 1 ) Ttoit{L&to ( 6 9 4 V, 
0 . 8 6 9 5!)<^)0*^/-/K 1 0 ml ) m 

m*mJLit&s 8 israssimse*^ 



* : 2 4 9 . : Me O H -»7 f * = T 

2k . 7 : 1 ) K-Cffi«U. BA*J0B < Free Baee) 

3 1 9 < . m .p . 55-560 ( HX* 

7 0.00) *rf&*o £ © Free Baee * ^ * o 

3 6 4 Vt»fto 
Free Baee 

TLCC * V * # fr . MeOH-i7y* = 7*. 
5 : I ) : Ef - 0 . 3 5 

HMRC90MHK. CDCI3 3*:0.87<6H,t, 
CB s x2) ,1 .29C24H.B .CH 2 x12) . 1 .47 
~1 . 7 9 ( 1 2K • m • VH 2 x2,CH 2 x4) ,2.73 
(4fi 1 1 ,<3JU FE2 x2).3.03~3.50<12H. 
id . CH 2 hJx* ) . 6 . 5 7 ( 2H . br. t , COHH X 2) 

IR(KBr)**" 1 : 3360.3275 . 2960. 
2920. 2850. 1630. 157D. 1250 
Kfittl 6 

H 4 . H 8 - * * 9 + A'^^t A' 5 ^ T h ^ ^ 
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4 K * 9 ™ * 4 K 

©i&tfO 1 - « ) -Cff >t H 4 , K 8 - ✓ 
^ /w ^ /v 5 X (Free Base ) ( 6 8 2 V. 

1 . 5 su^AOfcteaK^*?^^ K»7?y 

( 1 5in *C»» *ftT, LiAlH 4 ( 3 4 2 

< f 5 * J'A' : 14* . :MeOH -i«T * 

* = • 5 : 1 > fCX»« (Free 

Base ) 2 0 9 V ( *K&.ttttttr ) ( 32 . 6*) 
3r»3fco tOPree Baae fc^PPihA'AjCg 

2 8 0 *&«*io 
Free Base 

T I. C C ^ 9 . MeOH - »T y* = 72k, 



HBP361- 17542(9) 

5 : n : Bf - 0 . 2 6 

H M H C 9 0 MH s t CSCX 3 D^ :0.B7(6H,t , 
CH 3 x2) .1 .27<24H.u . -CH 2 x 1 2 > . 1 .39 
(4E,br.8.HE 2 x2) .1 -38 — 1 . 7 7 < 8<H • 
a,CE2*4) .2.20~2.60<12H.m, 
CH 2 Hx6) ,2.71 (4H,t,Cl2ffH 2 x2) 

I R CrilnD m x : 360 0-3 1 0 0 . 29 30 , 
2855 . 2800 . 1 475 . 1 385 . 1 1 00 

KKfl) 1 

ff 4 , U 8 — S?3t?PS<<A'*'<A'$ f 
4 Y * * x* * 4 KOttfi«f^^ 

I C R * * < 1ff5EC)|C-7**&;feJ>4x 
1 0 5 (HO if a- a - * 1 8 0 *fflBS3:EKI&rt«*mu 
*:« fiB* 1 ©<t^te I2.5«WAS: 

^111^1 2 . 9 H -c^fliflgt: u*t©ic*f 
Sfe«a*a-£L>t»-Ctt 3 5BB*C5ec*3 EGtf*£: 



K&ttl 2 

-60 fC»t*«««)ffli3»* < O J> so ) d>X tflffl 
flS#<ti#3>©S:«: H. Qallo bO^fic (Blood, 
Vol 54.Kx3.713(1979))IC$Eo 
TiSLJto 0D 50 tt4 . 2Ag/'irfT«>j7. "4 
*8~1 0/«g/rfrc*V^3S^ifflfiS^ftR#rt?/§ 



2fS± ^ # ft 2fc & 



